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>YRROYLBENZIMIDAZOLE 
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)ERIVATIVE GROUP ON 
;iDE CHAIN 

57) Abstract: 

PROBLEM TO BE SOLVED: To 
btain a new compound having a 
>yrrolylbenzimidazole skeleton as a 
•asic skeleton and an acrylic acid 
erivative bound to the pyrrole ring, 
cting on DNA, and useful as an 
nticancer agent, etc. 

IOLUTION: A compound of formula 
[Rl is a structure of formula H; R2 
> H, a 1-8C alkyl or the like; (n) is 0- 
; R3-R5 are each H, a 1 -8C alkyl or 
tie like], preferably lH-2-(l-methyl- 
-acryloylaminopyrrol-2-yl) 
■enzimidazol -5-{N-[4-[N,N -bi s(2- 
hloroethyl)aminolphenyl]} - 
arboxamide. The compound of 
ormula I is obtained by reducing a 
dtro compound of formula III in the 
•resence of palladium -carbon 
atalyst, and subsequently condensing 
tie obtained amino compound with an 
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nsaturated bond -having acid 
erivative of the formula: R1COOH 
for example, acrylic acid) in the 
■resence of a condensing agent such 
s N^'-dicyclohexylcarbodiimide. 
'he compound of formula I is 
•referably administered as an active 
ngredient at a dose of 1 1 ,000 mg for 
n adult. 
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[0010] [2] 1H-2- (1-^^-4-T 
^□-Y;ursyfD-;u-2— f;l/) <yXW S^V- 
)V-5- [N- [4 — [N, N-fy. (2-?nnif 
/P) TS/] 7x-^3 ] Jfr/MMMTS FiUt/SS^ 

[00 11] [3] [1] tL<{± [2] fciBBtfXk 
[00 12] 

Ltz7)\/*>V&b\±. jXf-^g, xf-/l<*. n-rnhVP 
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n-^y^-Zl/g, n-^islVQ^ tt-^T^/Hk 

[0013] yrn^f^r s y mrmmtifcimist i 

y. fvuro £/P7 5 / xf/P7n hVPT 5 y»TH 
m^it^yf-^S. xf-;Ug. n-/Dt/H, n-7>;l- 
ffi. n-'OfiH, n-^xA^ n _^7°^,|^ n _jj- 
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3, 4, 5. 6ffitC»ftl/C jR*Rl~8 
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9 s C D I (iN,N'-^^-;l-i>'-< 5 ry-^T'S> 
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3 -Xf-A^/^vM S HJSiHg-r* 0 . DECPIiy 
X?-)\,is7 bX%*). HOBtai-bH 
p^f y^>V F U TV-^-C** . 

[00 16] DMFtiv'yfvWvkkTS F\ DMSO 

ttS^xfvl^/M^lM F\ I PAfi^f yroAV-;y 

W7y>)Ali5-l 0%T'£>l>. 
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/ttfcSBcLfc. Pd-C£r*U JMtteJ:**^ 

mtximiiz. 
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( 1 . 64mmol),7? 'J/U&O. 1 lmL ( 1 . 
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0. 12mL, DCCO. 3 4 gZMlXm&TSmffl 

tmH L, . yxf-rtoc-- f /I'TEHfc LT S Wft 0 . 1 8 g 
(2 5%) LT#Jt. 
[0037] NMR (DMSO-d 6 ) ppm: 12. 



[0031 ] t»l^3SS^)ft«***^*oT. iRffl 



[0032] 
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, 1 0. 20 ( s, 1H) , 1 0. 0 
+ s, 1H) , 8. 33&8. 02 
, 7. 81 (t, 1H) , 7. 
H) , 7. 38 ( s, 1 H) , 
+ s, 1H) , 6. 75 (d, 
6.35 (dd, 1H) . 6. 
1H) , 5. 7 1-5. 66 (dd. 
(s. 3H) , 3. 78 (s, 8H) 
2 ( - 1 <D* 9 VX)V* 
2- ( l-^V-A-TtmfrT 

KyX-i $ 5 - 

, N-h'A (2-^ddx^) 75 



1H-2- ( l-^^-4-7^o-f;UTSyb°0- 
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NMR (DMSO-d 6 ) ppm: 10. 3 2 (s, 1 
H), 10. 12 (s, 1H), 8. 25 (s, 1 
H) , 7. 92 (d, 1H) , 7. 70 (d, 1H) , 
7.60 (d, 2H) . 7. 50 (s, 1H) , 7. 1 
0 (s, 1H) , 6. 85 (d. 2H) , 6. 40 (d 
d. 1H), 6. 20 (dd, 1H), 5. 70 (d 
d. 1 H) . 4. 05 (s, 3H) , 3. 72 (s, 8 
H) , 2. 33 ( s, 3H) 
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